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WHAT IS CLAIMED IS : 

1. A compound of the formula 
5 X-Y-Z-Ring-A-B 
wherein: 

Ring is a 4 to 10-membered mono-or polycyclic aromatic or nonaromatic 
10 ring system containing 0, 1, 2, 3 or 4 heteroatoms selected from N, O and 
S, and either unsubstituted or substituted with R27 and R28; 

X is selected from 

NR 2 NR 2 NR 2 

J' , 11 „ J , . 
-NR 1 R 2 , -NR 1 -C-R , -C-NHR 4 , -NR 1 -C-NR 3 R 4 , 

NR 1 NR 2 
-aryl-NR 1 R 2 , -aryl-C-NR 2 R 3 , -ary l-NR 1 -C-NR 3 R 4 

15 or a 4- to 10- membered mono- or polycyclic aromatic or 

nonaromatic ring system containing 0, 1, 2, 3 or 4 heteroatoms 
selected from N, O and S and either unsubstituted or substituted 
with R!3, R 14 , R 1 ^ or R 16 ; 

20 Y is selected from 

Co-8 alkylene, 
C3-10 cycloalkyl, 

Co-8 alkylene-NR 5 -CO-Co-8 alkylene, 

Co-8 alkylene-CONR5-Co-8 alkylene, 
25 Co-8 alkylene-O-Co-8 alkylene, 

Co-8 alkylene-NR^-Co-8 alkylene, 

Co-8 alkylene-S(0)o-2"Co-8 alkylene, 

Co-8 alkylene-S02-NR 5 -Co-8 alkylene, 

Co-8 alkylene-NR 5 -S02-Co-8 alkylene, 
30 Cq-8 alkylene-CO-Co-8 alkylene, 
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10 



(CH2)0-6 aryl(CH2)0-6, 
(CH 2 )0-6ar y l-CO-(CH2)0-6, 
(CH 2 )0-6 aryl-CO-NR5-(CH2)0-6, 
(CH 2 )0-6 aryl-NR5-CO-(CH2)0-6 > or 

OH 

I 

(C H2)o-8C H (C H 2 )o_g 



Z is selected from - 

O 

(CHaL, (CH 2 ) m O(CH 2 ) n , (CH 2 ) m NR 6 (CH 2 ) n , (CH 2 ) rn NR 6 CNR 7 (CH 2 ) n 

o o o 

(CH 2 ) m CNR 6 (CH 2 ) ni (CH 2 ) m NR 6 C(CH 2 ) n> (CH2) m C(CH 2 ) n> 

S O 
(CH 2 )J(CH 2 ) n> (CH 2 ) m S0 2 (CH 2 ) n( (ChyJfCH^, 

(CH 2 ) m SO(CH 2 ) n> (CH 2 ) m S0 2 NR 6 (CH2) nt (CH 2 ) m NR 6 S0 2 (CH 2 ) n> 

(CH 2 ) m CR 6 =CR 7 (CH 2 ) ni or (CH 2 ) m C=C-(CH 2 ) n ; 

where m and n are each independently an integer from 0 to 6; 

A is selected from 
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o 

(CH2) q O(CH 2 ) p , (CH^NR^CH^, (CH 2 ) q NR 29 CNR 30 (CH 2 ) p 



O O O 

I' *> J I' 

(CH^CNR^CH^ (CH^NR^C^H^CH^CJCH^ 

S 0 
" II ' II 
(CH 2 ) q C(CH 2 ) p . (CH 2 ) q S0 2 (CH2) P( (CH 2 ) q S(CH 2 ) p , 



(CH2) q SO(CH 2 ) p> (CH 2 ) q S0 2 NR 29 (CH 2 )p ( (CH^NR^SO^CH^, 

(CH 2 ) q CR 29 =CR 30 (CH 2 )p or (CH 2 ) q C=C-(CH 2 ) p ; 

where p and q are each independently an integer from 0 to 6; 

5 B is selected from 

R 8 O 

ln V-( CH 2)o-fC-R 12 ° r —fC 



Rl, R2 R3, r4 R 5, r6, R 7, R 17, R 18, r19 r20, r21, r22, r23, r24, r25, 
r26, r27 ) r28 } r29 and r30 are each independently selected from 
10 hydrogen, 
halogen, 
Ci-io alkyl, 
aryl Co-8 alkyl, 
amino Cfj-8 alkyl, 
15 Ci-3 acylamino Co-8 alkyl, 

Ci-6 alkylamino Co-8 alkyl, 
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Ci-6 dialkylamino Co-8 alkyl, 
aryl Co-6 alkylamino Co-6 alkyl, 
Ci-4 alkoxyamino Co-8 alkyl, 
hydroxy Ci-6 alkylamino Co-8 alkyl, 
5 C1-4 alkoxy Co-6 alkyl, 

carboxy C()-6 alkyl, 
Ci-4 alkoxycarbonyl Co-6 alkyl, 
carboxy C()-6 alkyloxy, 
hydroxy Ci-6 alkylamino Co-6 alkyl, 
10 hydroxy Co-6 alkyl, 

NR 17 

^NR 18 R 19 or 



NR 18 
-NR 17 ^NR 19 R 20 . 



R8 and R» are each independently selected from 
hydrogen, 
15 aryl, 

halogen, 

aryl-(CH2)p-, 

hydroxyl, 

Ci-8 alkylcarbonylamino, 
20 aryl Ci-5 alkoxy, 

Ci-5 alkoxycarbonyl, 

aminocarbonyl, 
Ci_8 alkylaminocarbonyl, 
Ci-6 alkylcarbonyloxy, 
25 C3-8 cycloalkyl, 

amino, 

Cl-6 alkylamino, 
amino Ci-6 alkyl, 
arylaminocarbonyl, 
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aryl Ci-5 alkylaminocarbonyl, 

aminocarbonyl, 
aminocarbonyl Ci-6 alkyl, 

hydroxycarbonyl , 
5 hydroxycarbonyl Ci-6 alkyl, 

Ci-8 alkyl, either unsubstituted or substituted, with one or more 

groups selected from: halogen, hydroxyl, 
Ci_5 alkylcarbonylamino, aryl Ci-5 alkoxy, 
C1-5 alkoxycarbonyl, aminocarbonyl, Ci-5 alkylamino- 
10 carbonyl, Ci-5 alkylcarbonyloxy, C3-8 cycloalkyl, oxo, 

amino, Ci-3 alkylamino, amino Ci-3 alkyl, arylamino- 
carbonyl, aryl Ci-5 alkylaminocarbonyl, aminocarbonyl, 
aminocarbonyl C1-4 alkyl, hydroxycarbonyl, or 
hydroxycarbonyl Ci-5 alkyl, 
15 HC^C(CH2)r- 

Ci.6alkyl-C^C(CH2)r-, 

C3-7 pycloalkyl-CfeC(CH2) r 

aryl-C=C(CH 2 )r-> 

Ci-6 alkylaryl«C=C(CH2)r 
20 H 2 C=CH(CH 2 )r"» 

Ci-6 alkyl-CH=CH(CH 2 )r 

C3.7 cycloalkyl-CH=CH(CH2)r », 

aryl-CH=CH(CH2)r-> 

C1.6 alkylaryl-CH=CH(CH2)r 
25 Ci-6 alkyl-S0 2 (CH2)r-» 

Ci-6 alkylar3d-S02(CH2) r -, 

Cl-6 alkoxy, 

aryl Ci-6 alkoxy, 

aryl Ci-6 alkyl, 
30 Cl-6 alkylamino Cl-6 alkyl, 

arylamino, 

arylamino Ci-6 alkyl, 

aryl Cl-6 alkylamino, 

aryl Ci-6 alkylamino Ci-6 alkyl, 
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arylcarbonyloxy, 

aryl Ci-6 alkylcarbonyloxy, 

Ci-6 dialkylamino, 

Cl-6 dialkylamino Cl-6 alkyl, 
5 Cl-6 alkylaminocarbonyloxy, 

Ci-8 alkylsulfonylamino, 

Cl-8 alkylsulfonylamino Ci-6 alkyl, 

arylsulfonylamino Ci-6 alkyl, 

aryl Cl-6 alkylsulfonylamino, 
10 aryl Cl-6 alkylsulfonylamino Cl-6 alkyl, 

Ci-8 alkoxycarbonylamino, 

Cl-8 alkoxycarbonylamino Cl-8 alkyl, 

aryloxycarbonylamino Cl-8 alkyl, 

aryl Cl-8 alkoxycarbonylamino, 
15 aryl Cl-8 alkoxycarbonylamino Cl-8 alkyl, 

Cl-8 alkylcarbonylamino, 

Cl-8 alkylcarbonylamino Cl-6 alkyl, 

arylcarbonylamino Cl-6 alkyl, 

aryl Cl-6 alkylcarbonylamino, 
20 aryl Cl-6 alkylcarbonylamino Cl-6 alkyl, 

aminocarbonylamino Cl-6 alkyl, 

Cl-8 alkylaminocarbonylamino, 

Cl-8 alkylaminocarbonylamino Cl-6 alkyl, 

arylaminocarbonylamino Cl-6 alkyl, 
25 aryl Cl-8 alkylaminocarbonylamino, 

aryl Cl-8 alkylaininocarbonylamino Cl-6 alkyl, 

aminosulfonylamino Cl-6 alkyl, 

Cl-8 alkylaminosulfonylamino, 

Cl-8 alkylaminosulfonylamino Cl-6 alkyl, 
30 arylaminosulfonylamino Cl-6 alkyl, 

aryl Cl-8 alkylaminosulfonylamino, 

aryl Cl-8 alkylaminosulfonylamino Cl-6 alkyl, 

Cl-6 alkylsulfonyl, 

Cl-6 alkylsulfonyl Ci-6 alkyl, 
35 arylsulfonyl Cl-6 alkyl, 
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aryl Ci-6 alkylsulfonyl, 

aryl Ci-6 alkylsulfonyl Ci-6 alkyl, 

Ci-6 alkylcarbonyl, 

Ci-6 alkylcarbonyl Ci-6 alkyl, 
5 arylcarbonyl Ci_6 alkyl, 

aryl Ci_6 alkylcarbonyl, 

aryl Ci-6 alkylcarbonyl Ci-6 alkyl, 

Ci-6 alkylthiocarbonylamino, 

Cl-6 alkylthiocarbonylamino Ci-6 alkyl, 
10 arylthiocarbonylamino Ci-6 alkyl, 

aryl Ci-6 alkylthiocarbonylamino, 

aryl Ci-6 alkylthiocarbonylamino Ci-6 alkyl, 

Ci-8 alkylaminocarbonyl Ci-6 alkyl, 

arylaminocarbonyl Ci-6 alkyl, 
15 aryl Ci-8 alkylaminocarbonyl, or 

aryl Ci-8 alkylaminocarbonyl Ci-6 alkyl, 

wherein the alkyl or N atoms may be unsubstituted or 

substituted with one or more substituents selected from R^l and 

R22; orRSand R9 are combined to form oxo: 

20 

RlO and R 11 are each independently selected from 
hydrogen, 
aryl, 
halogen, 
25 aryl-(CH 2 )p-, 
hydroxyl, 

Ci-8 alkylcarbonylamino, 
aryl Ci-5 alkoxy, 
Ci-5 alkoxycarbonyl, 

30 aminocarbonyl, 

Ci-8 alkylaminocarbonyl, 
Ci-6 alkylcarbonyloxy, 
C3.8 cycloalkyl, 
amino, 
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Ci-6 alkylamino, 
amino Ci-6 alkyl, 

arylaminocarbonyl, 

aryl Ci-5 alkylaminocarbonyl, 

aminocarbonyl, 
aminocarbonyl Ci-6 alkyl, 

hydroxycarbonyl, 
hydroxycarbonyl Ci_6 alkyl, 

Ci-8 alkyl, either unsubstituted or substituted, with one or more 

groups selected from: halogen, hydroxyl, 
Cl-5 alkylcarbonylamino, aryl Ci-5 alkoxy, 
C1-5 alkoxycarbonyl, aminocarbonyl, C1-5 alkylamino- 
carbonyl, C1-5 alkylcarbonyloxy, C3.8 cycloalkyl, oxo, 
amino, Ci-3 alkylamino, amino C1-3 alkyl, arylamino- 
carbonyl, aryl Ci-5 alkylaminocarbonyl, aminocarbonyl, 
aminocarbonyl Ci-4 alkyl, hydroxycarbonyl, or 
hydroxycarbonyl Ci-5 alkyl, 

HC^C(CH2)r- 

Ci,6alkyl.feC(CH 2 )r-, 

C3.7 cycloalkyl-C=C(CH2)r 

aryl-C^C(CH2)r 

Ci-6 alkylaryl-CfeC(CH2)r 

H2C=CH(CH2)r 

C1.6 alkyl-CH=CH(CH 2 )r 

C3-7 Qycloalkyl-CH=CH(CH 2 )r 

aryl-CH=CH(CH 2 )r-, 

Ci. 6 alkylaryl-CH=CH(CH 2 )r -> 

Ci-6 alkyl-S02(CH2)r-> 

Ci-6 alkylaryl-S02(CH 2 )r-, 

Ci-6 alkoxy, 

aryl Ci-6 alkoxy, 

aryl Ci-6 alkyl, 

Ci-6 alkylamino Ci-6 alkyl, 

arylamino, 
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arylamino Ci-6 alkyl, 
aryl Ci-6 alkylamino, 
aryl Ci-6 alkylamino Ci-6 alkyl, 

arylcarbonyloxy, 
5 aryl Ci-6 alkylcarbonyloxy, 

Ci-6 dialkylamino, 
Ci-6 dialkylamino C]_6 alkyl, 
Ci-6 alkylaminocarbonyloxy, 
Ci-8 alkylsulfonylamino, 

10 Ci-8 alkylsulfonylamino Ci-6 alkyl, 

arylsulfonylamino Ci-6 alkyl, 
aryl Ci_6 alkylsulfonylamino, 
aryl Ci-6 alkylsiilfonylamino Ci-6 alkyl, 
Ci-8 alkoxycarbonylamino, 

15 Ci-8 alkoxycarbonylamino Ci-8 alkyl, 

aryloxycarbonylamino Ci-8 alkyl, 
aryl Ci-8 alkoxycarbonylamino, 
aryl Ci-8 alkoxycarbonylamino Ci-8 alkyl, 
Ci-8 alkylcarbonylamino, 

20 Ci-8 alkylcarbonylamino Ci-6 alkyl, 

arylcarbonylamiiio Ci-6 alkyl, 
aryl Ci-6 alkylcarbonylamino, 
aryl Ci-6 alkylcarbonylamino Ci-6 alkyl, 
aminocarbonylamino Ci-6 alkyl, 

25 Ci-8 alkylaminocarbonylamino, 

Ci-8 alkylaminocarbonylamino Ci-6 alkyl, 

arylaminocarbonylamino Ci-6 alkyl, 

aryl Ci-8 alkylaminocarbonylamino, 

aryl Ci-8 alkylaminocarbonylamino Ci-6 alkyl, 

30 aminosulfonylamino Ci-6 alkyl, 

Ci-8 alkylaminosulfonylamino, 
Ci-8 alkylaininosulfonylamino Ci-6 alkyl, 
arylaminosulfonylamino Ci-6 alkyl, 
aryl Ci-8 alkylaminosulfonylamino, 
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aryl Ci_8 alkylaminosulfonylamino Ci-6 alkyl, 

Ci-6 alkylsulfonyl, 

Ci-6 alkylsulfonyl Ci-6 alkyl, 

arylsulfonyl Ci-6 alkyl, 
5 aryl Ci-6 alkylsulfonyl, 

aryl Ci-6 alkylsulfonyl Ci-6 alkyl, 

Ci-6 alkylcarbonyl, 

Ci-6 alkylcarbonyl Ci-6 alkyl, 

arylcarbonyl Ci-6 alkyl, 
10 aryl Ci-6 alkylcarbonyl, 

aryl Ci-6 alkylcarbonyl Ci-6 alkyl, 

Ci_6 alkylthiocarbonylamino, 

Ci-6 alkylthiocarbonylamino Ci-6 alkyl, 

arylthiocarbonylamino Ci_6 alkyl, 
15 aryl Ci-6 alkylthiocarbonylamino, 

aryl Ci-6 alkylthiocarbonylamino Ci-6 alkyl, 

Ci-8 alkylaminocarbonyl Ci-6 alkyl, 

arylaminocarbonyl Ci-6 alkyl, 

aryl Ci-8 alkylaminocarbonyl, 
20 aryl Ci-8 alkylaminocarbonyl Ci-6 alkyl, 

C7-20 polycyclyl C()-8 alkylstilfonylamino Co-6 alkyl, 

C7-20 polycyclyl Co-8 alkylcarbonylamino Co-6 alkyl, 

C7-20 polycyclyl Co-8 alkylaminosulfonyolamino Co-6 alkyl, 

C7-20 polycyclyl Co-8 alkylaminocarbonylamino Co-6 alkyl, or 
25 C7-20 polycyclyl C()-8 alkyloxycarbonylamino Co-6 alkyl 

wherein the alkyl or N atoms may be unsubstituted or 

substituted with one or more substituents selected from R21 and 

R 22 , wherein the polycyclyl may be unsubstituted or substituted 

with R31, R32, r33 and R34 ? and provided that the carbon atom to 
30 which RlO and RH are attached is itself attached to no more than 

one heteroatom; or RlO and RH are combined to form oxo; 

Rl2 i s selected from 
hydroxy, 



-79- 



WO 98/18461 



PCT/US97/19349 



20 



Ci-8 alkyloxy, 

aryl Co-6 alkyloxy, 

Ci-8 alkylcarbonyloxy C1.4 alkyloxy, 

aryl Co-8 alkylcarbonyloxy Ci-4 alkyloxy, 

Ci-6 dialkylaminocarbonylmethyloxy, 

aryl Cl-6 dialkylaminocarbonylmethyloxy or 

an L- or D-amino acid joined by an amide linkage and 

wherein the carboxylic acid moiety of said amino acid 

is as the free add or is esterified by Cl-6 alkyl; and 

Rl4 ? r15 r16 are ea ch independently selected from 
hydrogen, 
Cmo alkyl, 
aryl Co-8 alkyl, 
thio, 

amino Cq-8 alkyl, 

Cl-3 acylamino Co-8 alkyl, 

Cl-6 alkylamino Co-8 alkyl, 

Ci-6 dialkylamino Co-8 alkyl, 

aryl Co-6 alkylamino Co-6 alkyl, 

Ci-4 alkoxyamino Co-8 alkyl, 

hydroxy Ci-6 alkylamino Co-8 alkyl, 

C1-4 alkoxy Co-6 alkyl, 

carboxy Co-6 alkyl, 

C1-4 alkoxycarbonyl Co-6 alkyl, 

carboxy Co-6 alkyloxy, 

hydroxy Ci-6 alkylamino Co-6 alkyl, 

hydroxy Cq-6 alkyl, 



NR 23 



A 



NR 24 R 25 



or 




:orRl3 Rl4 Rl5andRl6 
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are combined to form oxo; 

R^l, r32^ r33 and r34 ^ each independently selected from 

hydrogen, halogen, Cl-10 alkyl, C3-8 cycloalkyl, oxo, aryl, 
5 aryl Ci-8 alkyl, amino, amino Cl-8 alkyl, Cl-3 acylamino, 

Cl-3 acylamino Cl-8 alkyl, Cl-6 alkylamino, Cl-6 alkylamino- 
Cl-8 alkyl, Cl-6 dialkylamino, Cl-6 dialkylamino Cl-8 alkyl, 
Cl-4 alkoxy, Cl-4 alkoxy Cl-6 alkyl, hydroxycarbonyl, 
hydroxycarbonyl Cl-6 alkyl, Cl-3 alkoxycarbonyl, 

10 Cl-3 alkoxycarbonyl Cl-6 alkyl, hydroxycarbonyl- 

Cl-6 alkyloxy, hydroxy, hydroxy Cl-6 alkyl, Cl-6 alkyloxy- 
Cl-6 alkyl, nitro, cyano, trifluoromethyl, trifluoromethoxy, 
trifluoroethoxy, Cl-8 alkyl-S(0)q, Cl-8 alkylaminocarbonyl, 
Cl-8 dialkylaminocarbonyl, Cl-8 alkyloxycarbonylamino, 

15 Cl-8 alkylaminocarbonyloxy or Ci-8alkylsulfonylamino; 

provided that Ring is not a 6-membered monocyclic aromatic ring; 
provided further that when Ring is thiophene, then X is selected from 




provided further that when Ring is selected from isoxazole, isoxazoline, 
imidazole, imidazoline, benzofuran, benzothiophene, benzimidazole, 
indole, benzothiazole, benzoxazole, 
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then X is selected from 



»13 



R 



13 



5k C'X ( 1> 

N >■ r - M N ^ , N N 

H 



R 1 



N 

R 1 



or 




and the pharmaceutically acceptable salts thereof. 

5 

2. The compound of Claim 1, wherein 

Y is selected from 

CO-8 alkylene, 
10 C3-IO cycloalkyl, 

Co-8 alkylene-NR 5 -CO-Co-8 alkylene, 

Co-8 alkylene-CONR 5 -Co-8 alkylene, 

CO-8 alkylene-O-Co-8 alkylene, 

Co-8 alkylene-NR 5 -Co-8 alkylene, 
15 Co-8 alkylene-S(O)0-2-C0-8 alkylene, 

Co-8 alkylene-S02-NR 5 -Co-8 alkylene, 

Co-8 alkylene-NR 5 -S02-Co-8 alkylene, 

Co-8 alkylene-CO-Crj-8 alkylene, 

(CH2)0-6 aryl(CH2)0-6, 
20 (CH2)0-6 aryl-CO-(CH2)0-6, 

(CH2)0-6 aryl-CO-NH-(CH2)0-6, or 

OH 
I 

(CH2)o-8CH(CH2)o-8 . 
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Z is (CH2)m where m is zero; and 



and the pharmaceutically acceptable salts thereof. 



3. The compound of Claim 2, of the formula 



X-Y-Ring-A-B 



10 wherein Ring is selected from 
R 27 



R 



27 






»27 



— N 



r 





)27 



or 



N->R 



X is selected from 



NR 2 NR 2 NR 2 

1 " , " . J' , * 

-NR 1 R 2 , -NR 1 -C-R , -C-NHR 4 , -NR 1 -C-NR 3 R , 

NR 1 NR 2 
-phenyl-NR 1 R 2 , -phenyl-C-NR 2 R 3 , -phenyl-NR 1 -C-NR 3 R 4 
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-co-. <o- - o&-. 



N -,- 

R 1 R1 R 1 

Y is selected from 
Co-8 alkylene, 

CO-8 alkylene-NR 5 -CO-Co-8 alkylene, 
5 Co-8 alkylene-CONR 5 -Co-8 alkylene, 

Co-8 alkylene-O-Co-8 alkylene, 
Co-8 alkylene-NR 5 -Co-8 alkylene, 
Co-8 alkylene-S(0)o-2-Co-8 alkylene, 
Co-8 alkylene-S02-NR 5 -Co-8 alkylene, 
10 Co-8 alkylene-NK 5 -S02-Co-8 alkylene or 

(CH2)0-6 aryl(CH2)0-6; 

A is selected from 

O O o 

0(CH2) p , NR 6 (CH2) p , CNR 29 (CH2) p> NR^qCH^p, C(CH2) P( 

S0 2 (CH 2 ) p> S0 2 NR 29 (CH^ p> NR 29 S0 2 (CH2) p or CE=C-(CH 2 ) p ; 
15 where p is an integer from 0 to 3; 

Rl, R2 R3, r4, r5, r6 r17, r18, r19 r20, r23 r24, r25, r26, R 27 ^ 
R29 are each independently selected from 
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hydrogen, 
Ci-10 alkyl, 
aryl Co-8 alkyl, 
amino Co-8 alkyl, 
5 Ci-3 acylamino Co-8 alkyl, 

Cl-6 alkylamino Co-8 alkyl, 
Ci-6 dialkylamino Co-8 alkyl, 
Cl-4 alkoxy Co-6 alkyl, 
carboxy Co-6 alkyl, 
10 Cl-4 alkoxycarbonyl Co-6 alkyl, 

carboxy C()-6 alkyloxy, 
hydroxy CO-6 alkyl, 
NR 17 

x 

^NR 18 R 19 nr 
, or 



NR 18 
-NR 17 ^NR 19 R 20 . 



15 RlO and are each independently selected from 
hydrogen, 
fluorine, 
Ci-8 alkyl, 

hydroxyl, 

20 C3-8 cycloalkyl, 

aryl Co-6 alkyl, 
Co-6 alkylamino Co-6 alkyl, 
Co-6 dialkylamino Co-6 alkyl, 
Cl-8 alkylstdfonylamino C(j-6 alkyl, 

25 aryl Cq-6 alkylsulfonylamino Co-6 alkyl, 

Cl-8 alkyloxycarbonylamino C()-8 alkyl, 
aryl C()-8 alkyloxycarbonylamino Co-8 alkyl, 
Cl-8 alkylcarbonylamino Co-6 alkyl, 
aryl Cq-6 alkylcarbonylamino CQ-6 alkyl, 
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Co-8 alkylaminocarbonylamino Co-6 alkyl, 
aryl Co-8 alkylaminocarbonylamino Co-6 alkyl, 
Co-8 alkylaminosulfonylamino Co-6 alkyl, 
aryl Co-8 alkylaminosulfonylamino Co-6 alkyl, 
5 Ci-6 alkylsulfonyl Co-6 alkyl, 

Ci-6 alkylcarbonyl Co-6 alkyl or 
aryl Cq-6 alkylcarbonyl C()-6 alkyl; 



R 1 ^ i s selected from 
10 hydroxy, 

Ci-8 alkyloxy, 
aryl Co-6 alkyloxy, 

Ci-8 alkylcarbonyloxy Ci-4 alkyloxy or 
aryl Co-8 alkylcarbonyloxy Ci-4 alkyloxy; 

15 

R 1 ^, R* 4 , R 1 ^ and are each independently selected from 

hydrogen, 

Ci-io alkyl, 

aiyl Co-8 alkyl, 
20 amino Co-8 alkyl, 

Ci-3 acylamino Co-8 alkyl, 

Ci-6 alkylamino Co-8 alkyl, 

Ci-6 dialkylamino Co-8 alkyl, 

Ci-4 alkoxy Co-6 alkyl, 
25 carboxy Co-6 alkyl, 

Ci-4 alkoxy carbonyl Co-6 alkyl, 

carboxy Co-6 alkyloxy, 

hydroxy Cq-6 alkyl, 
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NR 23 
X 



NR 24 R 25 nr 
, or 



NR 24 



23 A 

» or Rl3, R 14 , R!5 and R 16 are combined to form 

oxo ; 

provided that when Ring is 



R 27 



>27 





5 then X is selected from 



N or N 

H H 



,13 R 13 r13 



R 1 R 1 R 1 

and the pharmaceutically acceptable salts thereof. 

4. The compound of Claim 3, wherein X is selected from 
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R 13 R 13 



n . * N N N N 

H H 



R 1 R 1 R 1 

and the pharmaceutically acceptable salts thereof. 

5. The compound of Claim 4, of the formula 

O O 

X- Y- Ring^ N R 12 

5 R 8 

X is selected from 




R 



13 



N , ., 

H ' H 

q13 




and 



CO 

H 



Y is selected from 

Co-8 alkylene, 
10 Co-8 alkylene-NR 5 -Co-8 alkylene; and 

Rl2 is selected from 

hydroxy or 

Cl-8 alkyloxy; 
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and the pharmaceutical^ acceptable salts thereof . 

6. The compound of Claim 5, selected from 

5 [6-(5,6J,8-Tetrahydro-^^ 

2(S>phenylsulfonylamino-p-alanine ethyl ester; 

[6-(5,6J^-Tetrahydro-[l^^ 
2(S)-phenylsulfonylanrino-p-alanine; 

10 

6-([N-Pyridin-2-yl)aminomethyl)naph^ 
phenylsulfonylamino-P-alanine ethyl ester; 

6-([N-Pyridin-2-yl)aminomethyl)naph^ 
1 5 phenylsulfonylamino-P-alanine; 

4-(5,6J,8-Tetrahydro-[13]naphthyridin-2-yl)piperi^ 
phenylsulfonylamino-P-alanine t-butyl ester; 

20 4-(5,6J,8-Tetrahydro-[l > 8]naphthyridin-2-yl)piperidin-l-yl-c^ 
phenylsulfonylamino-P-alanine; 

6-[(P5nrimidinyl-2-yl)aminomethyl]naphthylen-2-yl-carbonyl-2(S)- 
phenylsulfonyl-P-alanine ethyl ester; 

25 

6-[(Pyriimdinyl-2-yl)aminomethyl]naphthylen-2-yl-carbonyl-2 
phenylsulfonyl-p-alanine; or 

6-[(l,4 > 5,6-Tetrahy(kopyrimidinyl-2-yl)aminomet^^ 
30 carbonyl-2(S)-phenylsulfpnylamino-p-alanine; 

and the pharmaceutically acceptable salts thereof 

7. The compound of Claim 6, selected from 

35 
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[6-(5,6,7,8-Tetrahydro-[l,8]-naphth^ 
2(S)-phenylsulfonylamino-p-alanine; 



6-([N-Pyridm-2-yl)ammom 
5 phenylsulfonylamino-p-alanine; 



4-(5,6J,8-Tetrahydro-[l,8]napht^^ 
phenylsulfonylamino-P-alanine; or 

10 6-[(Pyiimidinyl-2-yl)aminometh^ 
phenylsulfonyl-P-alanine; 



and the pharmaceutical^ acceptable salts thereof. 

15 8. A pharmaceutical composition comprising the 

compound of Claim 1 and a pharmaceutical^ acceptable carrier. 



9. A pharmaceutical composition made by combining a 
compound of Claim 1 and a pharmaceutical^ acceptable carrier. 

20 

10. A process for making a pharmaceutical composition 
comprising combining a compound of Claim 1 and a pharmaceutical^ 
acceptable carrier. 

25 11. A method of eliciting a vitronectin antagonizing effect 

in a mammal in need thereof, comprising administering to the 
mammal a therapeutically effective amount of the compound of Claim 1. 

12. The method of Claim 11, wherein the vitronectin 
30 antagonizing effect is selected from inhibition of bone resorption, 

inhibition of restenosis, inhibition of angiogenesis, inhibition of diabetic 
retinopathy, inhibition of macular degeneration or inhibition of tumor 
growth. 
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13. The method of Claim 12, wherein the vitronectin 
antagonizing effect is the inhibition of bone resorption. 

14. A method of treating or preventing a condition 

5 mediated by antagonism of a vitronectin receptor in a mammal in need 
thereof, comprising administering to the mammal a therapeutically 
effective amount of the compound of Claim 1. 

15. The method of Claim 14, wherein the condition is 
10 selected from the group consisting of osteoporosis and cancer. 

16. The method of Claim 15, wherein the condition is 

osteoporosis. 

15 17. A method of inhibiting bone resorption in a mammal 

in need thereof, comprising administering to the mammal a 
therapeutically effective amount of the compound of Claim 1. 

18. A method of treating osteoporosis in a mammal in 
20 need thereof, comprising administering to the mammal a 

therapeutically effective amount of the compound of Claim 1. 

19. A method of preventing osteoporosis in a mammal in 
need thereof, comprising administering to the mammal a 

25 therapeutically effective amount of the compound of Claim 1. 

20. A method of eliciting a vitronectin antagonizing effect 
in a mammal in need thereof, comprising administering to the 
mammal a therapeutically effective amount of the composition of Claim 

30 8. 
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21. A method of treating or preventing a condition 
mediated by antagonism of a vitronectin receptor in a mammal in need 
thereof, comprising administering to the mammal a therapeutically 
effective amount of the composition of Claim 8. 

5 

22. A method of inhibiting bone resorption in a mammal 
in need thereof, comprising administering to the mammal a 
therapeutically effective amount of the composition of Claim 8. 

10 23. A method of treating osteoporosis in a mammal in 

need thereof, comprising administering to the mammal a 
therapeutically effective amount of the composition of Claim 8. 

24. A method of preventing osteoporosis in a mammal in 
15 need thereof, comprising administering to the mammal a 

therapeutically effective amount of the composition of Claim 8. 

25. The use of the compound of Claim 1 in the 
preparation of a medicament for the treatment or prevention of a 

20 condition selected from: osteoporosis, bone resorption, tumor growth, 
cancer, restenosis, artherosclerosis, diabetic retinopathy, macular 
degeneration or angiogenesis in a mammal in need thereof. 

26. A drug which is useful for treating or preventing a 
25 condition selected from: osteoporosis, bone resorption, tumor growth, 

cancer, restenosis, artherosclerosis, diabetic retinopathy, macular 
degeneration or angiogenesis in a mammal in need thereof, the effective 
ingredient of the said drug being the compound of Claim 1. 

30 27. A method of treating tumor growth in a mammal in 

need thereof, comprising administering to the mammal a 
therapeutically effective amount of a compound of Claim 1 and one or 
more agents known to be cytotoxic or antiproliferative. 
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